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Abstract 

The prepn. of title compds. I (R1, R5 = H. alkyl, aralkyl, aryl; R3, R4 = H. alkyl, halo, OH. alkoxy. acylamino; R2 = H alkyl 
aralkyl) is improved by reacting (diazoacetyl)indoles II with aminoacetaldehyde ketals R1NHCHR2CH(OR6)(OR7) fR6 R7 = 
alkyl; or R6R7 = (CH2)n; n = 2. 3. 4] in Et3N in the presence of AgOBz with subsequent cyclization. of the resulting ' 
intermediate indoleacetamide derivs. Ill with acid at up to 100'. The prepn. is further improved by using o!l-1 mol AgOBz per 
mo II, and by carrying out the 1st stage in the presence of solvents (e.g.. C6H6. PhMe) and the 2nd stage with org acids or 
in ale. in the presence of acids. 
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" BOAopofl, anKKn, apan- 
khji hjik apHJipaAKKan , 
BOflopoA, amain, ra- 
JTOHfl, okch- ariOKCH- 
hjih aqHjiaMHHapaflHkan, 
- BOffopofl, i. anxwi, 
apajiKHJipaAHKaji , 
o t n h m a k> m h ft c a TeM, *ito 
coeAHHeHHe oo^eft fcopMynw Hi 
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TA© R*, R4 f RjyHMewT npHBeAeHHue 3Have- 
rota, noABeprajor BaaHMOAeftcTBroo c cbe- 
AHHeHHeM oOmefl *opMyjibini 
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W R 4 , ReiweioT npHBeAeHiaie 3Ha*ie- 
hhh, R# h R? - ojikhji hjih cobmcct— 
ho oCpasyioT ncroiMerajieHOByio rpynny 
(CHOf ,r A e n - 2,3,4, b TpHSTiinaMH- 
He b npHcyTCTBim CeHsoaTa cepe6pa c 
nocJieAywqeft majmsaimeft nonynemioro 
I npoMemyrotiHoro npoAyKTa oOmefl *op- 
MyjM IV 
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TAe R if R lf R^, R^, R s> R 6t R(r HM^eioT 

npHBeAeHHwe 3H anemia, c khcjiotoA 

npa 100 P C, h BMAeneHHeM Aenesoro npo- 

. AVKTa oOhiqHMMH ITpHGMaMH . 

2. CnocoO no n. It o t n h *c a 10 - 
m h ft c a TeM, wo, 6eH3oaT cepeOpa 
6epyr b KojuraedTBe 0,1-1 moju. Ha 
1 moju, coeAHHemtH fcopMyjiw u. 

3 • CnocoO no n. I , o t ji h m a »- 
m h ft c a TeM, wo nepsyw CTaAHw 

nP °.?55 Ca Be «y T 8 npHCVTCTBHH paCTBO- 

,PHf«neft, HanpHMep CeHsona, Tojiyojia. 
4 • Cnocoo* no n. I, o t ji h n a - 

» q H ft C H TeM, *TO BTOpyw CTaAHK) 

npouecca BeAyT c opramwecKHMH khcjio- 

TaMH • 

5. Cnoco6 no n. 1 , o t ji h *t a k>- 

m H ft C H TeM, *ITO BTOpyw CTaAHK) 

npoAecca BeAyT b cmtpTe b npHcyTCTBHH 

KHCnOT. 
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H3o<3peTeHHe othochtch k hobomy cno- 
co6y nonyueMHH hobbdc coeAHHeHHft - 
2 , 1 HH , 4-AHaaeriHHo (4 , 5-a) 
hkaoji-2-ohob, KOTopwe MoryT HaftTH 5 
nmpoxoe npHMeHeHHe b xa*iecTBe nojiy- 
npoflyKTOB npH cHHTesax <j>H3HOJiormte- 

CKH aKTHBHMX BeqeCTB. 

CorjiaCHO H306peTeHHH) flHaaeiTHHOHH 

Aonbi (J)opMyjibi I 
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rue «« k R? - boaopoa, anKHJi, apaji 
khji hjih apwipaAHKaji, 
Re - boaopoa » ajiKHn, apan 
KunpaflHKan, 
&3» R4 - boaopoa, ariKHJi, ra~ 

JIOHfl, OKCHr ajlKOKCW- 

hjth aAHjiaMHHorpynnbi 
b nojio»eHHHx 4,5,6 

HJIH 7 HHflOJIbHOrO KOJTB- 

ua 

nojiyqawT ByHTpHMOJieKynnpHoft mnaiH3a- 
UHeft b KHCJioft cp.e fl e coeAHHeHHH o6meft 0 
*opMyjtw II 

* Vr* - ch 2 cokckchC 0Ue « 
. kJ-t I I X OR 7 35 

TAe R i - R $ HMewT yKa3aHHwe 3Ha*ieHHH, 
a R 6 h Rty osHa^aiOT ajiKHn hjih o6pa- .40 
3yioT coBMecTHo nojiHMeTHJieHOByw rpyn- 
ny (CH*)* c n = 2,3,4. 

CooTBeTCTBy»mHe aMHAfci HHAojiyxcyc- 
Hoft KHCJiOTw iopMynbi II nojiy^aioT ne- 
perpynnHpoBKoft Bojibifra 2-flHa3paAeTH- 45 

J1HHAOJ10B 4)OpMyJIbI III 



b npHcyTCTBHH aueTajiefc <>t-aMHHoajib- 
^erHAOB IV 

/0R 6 

II ^0R 7 
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TAe R H - r<j HMetoT npHBeAeHHbje 3Hawe 

HHH . 

PeaKUHfl coeAHHeHHft (f>qpMyji m „ 
IV HA6T b npHcyTCTBHH 6eH3oaTa ce- 

pe6pa B TpHSTHJiaMHHe: 0,1-1 MOJIb 

6eH3oaVa cepe6pa Ha 1 mojib CoeAHHe- 
HHH (JjOpMyjlhJ III B H3 6bITKe coeAHHe- 
hhh *opMyjiw IV K3K paCTBOpHTeJIH, 
JIH60 B npHcyTCTBHH paCTBOpHTeJieH 

20*200* : TOJiyOJ1 ^ npH TeMn epaTypax 

HaH6ojibmHft BbixoA AocraraeTCH npH 
HcnojibsoBaHHH b KawecTBe pacTBopHTe- 
JW H36wTKa coeAHHeHHH *o P Myjibi IV n P H 
50-60 C h 0,5 MOJib 6eH3oaTa cepe6pa 

B T P H3THJiaMHHe H3 1 MOJTb CO&AHH6HHH 
*opMyjibi III. 

BHyTpHMo/iexyjinpHaH ahkjih3 aijHH co- 
eAHHeHHH iopMyjibi II npoxoAHT npa 
HarpeBaHHH hx b pa 3 6aBjieHHbix hjih koh- 
AeHTpHpoBaHHbix MHHepajibHbix hjih opra- 
HHMecKHx KHCJioTax npH 25-100 °C. Pe- 
aximH HAeT jierxo b BOAHoft ktih boaho- 
cnnpTOBoft cpeAe. HaHoojibinne BbixoAbi 
coeAHHeHHft (i)opMyjibj I nojiy^eHbi np H 
HarpeBaHHH coeAHHeHHH <£>opMyjibi II B 

15-20%-HOM BOJJ.HOM paCTBOpe COJIHHOH 

KHCjioTbi npH 60-65°C, 

CoeAHHeHHH *opMyji I h II o6pa- 
sywTCH H3 coeAHHeHHft fcopMyn III H 
IV c pasjiHUHbWH SHaneHHHMH R<- R 6 > 
OAHaxo jiyqmHe peayjibTa™ nojiyMawTCH 
b cjiy^iae, ecjiH R 4 h R5* - ajiKHJi, ap- 
ajiKHn, R t - ajncHJi, apajiKHn h boaopoa, 
R * hR ? - HHamHft ajiKHn, a R 3 h R4- 
boaopoa. 

CTppeHHe nojryTieHHbix coeAHHeHHfi 
^opMy^bi II AOKaaaHo 3JieMeHTa P HbiM 
anajiHsoM h HK-cneKTpaMH, a coeAHHe- 
HHft fcopMyjibi I - 3rieMeHTa P HbiM aHajin- 
, 3om HK-, IIMP« H MACC— cneKTpaMH . 

nojiy^eHHbie coeAHHeHHH 4>opMyjiw I - 
nepBwe npeACTaBHTejiH He onncaHHofl b 
JiHTepa T ype nosoft reTepounKJiPwecKOH 
CHCTeMbi - l,4- A Ha 3 enHHo(4,5-a)-HH- 

AOJIOB, 

n P h m e p 1. nojiyqeHHe 10-Me- 
THji-3-6eH 3W i-2,3- A HrHAPo-lH-l ,4- flH - 
a 3 eriHHo-(4 , 5-a)HHAon-2- OH a . 

K CMecH 2 r (0,01 mojib) 3- M eTnn- 
"*^ H a a o a Ae thjihhao jia h 7 mji fl HMerHn~ 
aqeTajiH 4 — 6eH3KnaMHHoyKcycHoro ajib- 
AernAa n P H 45-50 t npH6aBJiHK>T pacr- 
f OP M5 r (0,005 Mojib) 6e H3 oaTa 
cepe6pa b 12 Mn TpHSTHJiaMHHa . no 
OKOHMdHHR pea KU HH Maccy pa 3 6a B jiHH)T 
50 mji 6eH3o/ia, npoMbroaioT BOAoft, 

ABa*ttbI 8-10%-HbW paCTBOPOM COJIHHOjft 
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KHCJIOTbl, CHOBa BOftOft H BbJCyHIHBaiOT. . 

nocjrie ynapHBaHHH pacTBopHTeji* Mac- 
JiHHHCThift ocTaTOK nepeoca*AaioT H3 6eH~ 
sana c reKcaHOM h nojiytiajo T 2,3 r 

(67%) N-MHMeTOKCH-3THJI-N-6eH3HJt- 

aMHAa 3- M eTHjiHHfloji-2-yKcycHoft khcjio- 
tw, b BH fl e Macjia ^ Mttv ^ (BasejiHHOBoe 
Macno): 3208 , 1655 cm"' , 

HaftAeHo, %: C 71 ,93, , H 7,11, 
N 7,52., 



C 79,44, H 6,00, 
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C 72,10, H 7,15, 



BbWHCjieHo,%: 
N 7,64. 

B 50 mji 20%-Horo BOAHoro pacrsopa 

COJI5IHOH KHCJIOTbl npH 60~65 *C BHOCHT 

I r nonyneHHoro aMHAa, nepeMemHBaioT 
npH 3Toft reMnepaType 40 mhh, oxna*- 
AaioT h 6eH3ojioM 3KCTparHpyioT Macna- 

HHCTblft npOAyKT. 

BeHSOJIBHblft paCTBOp tipOMblBaWT bo- 

Aoft h BbicyniHBaioT* Ilocjie ynapHBaHHH 
pacTBopHTenn ocTaroK nepejepHCTajuiH- 
soBWBaioT H3 cnnpTa h noJiywawT 0,66 r 
(79%) 10-MeTHJi-3-6eH3HJi-2 ,3-AHrHA- 
po- 1H-I , 4"-AHa3 enHHo (4 , 5-a) hhaoji-2- 
>-OHa c t.iui, 102-103°C. Moji Bee. 
302, Vmouc (Ba3eJiHHOBoe MacJio) 
1670 cm~< , IIMP-cneKTp (iihphahh): 
J, 76 (CH*), 3,4 h 4,37 (2CH € ), 
5,58 h 6,48 (CH = CH) 1-8 Tu. 

HaftAeHo,%: C 79,38, H 5,83, 
N 9,18. 
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T5bWHcjieHo,%: 
N 9,26. 

n p H M e p 2, nony^eHHe 4,10- 

-AHMeTHJI-3-6eH3HJI-2 , 3-AHrHAP0- 1 H- 

- 1 , 4-AHa 3enHHo (4 , 5-a) — hhaoji-2— oHa 

AHajiormmo npHMepy 1 hs 2 r 
(0,01 Man*) 3-MeTRn-2-AHa 9 oaiie- 
THJi-HHAOJia, 7 mji AHMeTHJiaueTajr* *c - 
6eH3nnaMHHonpo3iHOHOBoro asibAernaa h 
1,15 r (0,005 Mo/xb) CeHsoara cepeO- 
pa b 12 mh TpH 3 TKJiaMKHa nojiynawT 
2,4 r (68%) N-AHMeTHOKCHH3onponHn- 
-N-6eH3HJiaMHAa 3-MeTHJiHHAOJi-2-yKcyc- 
hoh KHCJIOTbl b BHAe Macna. KaKt 
(Ba3ejiHHosoe Macjio) 1650, 3210 cnT< 

HaftAeHo, %: C 72,43, H 7,!8, 
w 7 , 28 . 

BbWHCJieHo, %: c 
N 7,36. f 

AHanorHMHo npHMepy 1 hs I r Aa H - 
Horo amma Harpe B aHHeM b 20Z-Hoft 
cojiHHOft. KHcjioTe ncwiynaioT 0,7 r (84,5%' 
4, 1 p-AHMeTHJi-3-6eH3Hn-2 ,3-AHrHflpo-l'H-' 
-1 ,4-AHa3enMHo(4,5-a) HHAO*-2-OHa c 
T.nji. 1 52- 1 52 , 5 *C ( H3 cnHpra).^ 
( b a 3 e jihhob oe Macna) 1660 cm" -1 . 

HaftAeHo, %: c 79,61, H 6,28, 
N 8,79,. 

CmHioNjO. 

BbPiHcneHo, %; 
N 8,85. 



72,60, H 7,41, 



C 79,71; H 6,37;- 
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